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DECLARATIOM 



Hon. Commissioner 

of Patents and Trademarks 
Wasbtngton. D.C. 20231" 

Dear Sir: 

I, K. Barry Sharpless, Ph.D. declare that 

1 , I arn the Inventor of th© invention doscflbed and claimed in th« aticve-refer&nced 

application and 1 am thu^ familiar with the subject matter descnl3.ed and ciaFmed 
In that patent application. 

2, i am aware tiiat pending dalmd4, e, 13, I7p 21, 25 and 2S-30 wit{iin the a&ove 

appncatton hava been rejected as anticipated under 35 U.S.C. I02(a} over a 
reference by Tomo© et al„ (J. Org. CSftem., B7 (3), 3057-30S4, April 2, 2002). 

3, I hereby dedare that my inventiprt wa* completed by myself priorto March 

13, 2002, and that the Invention occurred within the United States. 
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4 Attached hereto is a copy of Disclosure Number submitipd by myself 

and my oo-lnventors (Luke Green and Vsevolod Roslo\rtsev), I feubmilted 
Disclosure Numb©.' 200Z-OZ8 to my employer (and the employer of my co- 
inventora) The Scrippa Research Institute on Uarah 13, 2002. The Office 
of Technotogy Development (OTD; adcnowJedged receipt of Disclosure Number 
2002-D28 with Its date stamp, Intafeating that it was reoe'vea by 9TD on 
WlartJ^ 14. 2002. Disclosure Number 2002-028 d'-sclcses our Invention for 
oopper^talysed oydoaddnion of sddes and acetylenes using cpppef(i) salts 
and evidences that thte aspect of our invention compieted 6n or prior to 
March 13, 2002. Disclosure Number 2OO2-028 evidences lhat our Invention for 
copper-catalysed cydoaddition of azides ar.d acetylenes using coppsr(D salts 
predated the pubKcailon of tild Tomoe reibrence. ! 

s 

*^ 

5 All statements marie herein of my own knowledge are frue and ttjat all stetemente 

made on Information and belief are belfeved to be true; and furtHer, that thsse 
statements were mad© with the knowledge that wiKfuS, fetee statements and the 
like so made are punishable by fifta or Imprteonment or both, under Secilon 1001 
of Title 1S of the United States Code: and that such vArfllfuI, faiss siatements may 
jeopgrdiz® the validity of the^abov&rtferenced applfcation or anty patent issuing 
thereon. 
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The Scripps Research Institute 
INVENTION DISCLOSURE 




nT<;rr.nfitrttF,>JTJ]vmRR: ^2-^^^ ^ 0 2L^ DATE: 3/13/02 

The purpose of this disclosure is to document and identify your technology/discovery. It is intended to 
help us meet our goverrancat reporting obligations, give our industdal sponsors a means of determining 
the commercial potential of the technology and our attorik^s a document from which to assess its 
patentability, 

TITLE/SUBJECT/BRIEF DESCRIPTION OF INVENTION/DISCOVERY; 
Copper-Catalysed Cycloaddition of Azides and Acetylenes 



IlSrVENTOR(S) NAME AND HOME ADDRESS CITIZENSHJP 

1. ) LukeGreen, 3128#0 ViaAlacanteDrive,LaX UK 

2. ) YsevolodRoslovtsev,6699BeadnellWay#13f Russia 

3^) K: Barry Sharpless, 7960 La Jota Way. La JoU US 
4.) 



PHONE NO. 

858-784-7517 
858-784-7517 

858-784-7505 



Has the discovery been described (orally or in writing) to anyone other than a TSRI employee or 
coinventor? If so, to whom and date: NO 

Have any specific materials (e-g,, peptide, protein, cells, antibodies, DNA preparations, etc.) been 
distributed to anyone other than TSRI employee or coinventor*? □ YES CHU NO 

Has a PAPER or ABSTRACT describing this discoveiy been submitted for publication?|ZlYES DNO 
If so: 

Projected JoumaJ/Meetmg: ACS Meeting* Boston, MA 
- Projected Da£: August 2002 TSRI Manusoipt No.: 
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DisclosureNo. 1^ O 2^ * C? 2. ^ 
FUNDING SUPPORTING THIS INVENTION: 

GOVERNMENT F UNDtMG? [3 YES IZlNO 

IF YES: Agency: NIH GM28384; NSF CHE-9985553 

Grant Number(s): 
Was the GCRC used in developing this INVENTION? 

□ yes Q no 

PRIVATE FUNDING? m YES IZl NO 

IF YES: Funding Source: W.M, Keel; Fonndation; Skaggs Institute for Chemical Bi 
Invention is a: Compound □ DeviceD Diagnostic D New UseD Process H 

Were Affymetrix standard and/or custom Gene Chip Expression Probe Assays used in this research? 
□ Yes SNo 

If yes, identify the Af&metrix material used:. 



Were any materia obtained from an outside source, under a Materials Transfer Agreement (MT A), used 
in this research? □YES IZI NO 

IF YES: Company: 

Material(s): 

Date of MTA: 

INryENTOR(S) SIGNATURE(S): DATE: 

(JXJ^^ ^ ] \'{\o7^ 
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PRINCIPAL CONTACT: 

Investigator Name: K. Bairy Sharpless Telephone: 7505 Mail Drop: BCC 315 

DESCRIPTION OF INVENTION: 
See attached 



UTIIITY:_ 

ADVANTAGES (Particularly ^ relates to commercialization): 



CLOSEST KNOWN PUBLICATIONS: 

Hiiisgen, J. Org. Chem., 1976, 41» 403-419. 
A. Padwa in "Comprehensive Organic Synthesis", B. M. Trost, editor, 1991, Pergamon Press, 
Chapter 4A vol. 4. p. 1069-1 1 10. 



Adcoinistrative Contact: Laureen Stav 

Phone: 7505 E-Mail: Istav - Mail Code: BCC 315 



OTP USE ONLY 



Received 
Date: 



5ived by The Office of Technology Development: (i 
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We found that copper(l) salts (Cul, CeHg^CuOTf. [Cu{NCCH3)4]PF6) catalyze the 
formation of 1 ,4-disubstituted triazoles in the [2+3] cycloaddition of a variety of 
azides and acetylenes. Presence of a base (K^COa, NEt^, ^Pr^NEt or 2,6-lutidine) 
IS also required- The reaction proceeds under air in acetonitrile or water at room 
temperature and is usually complete In several hours. For example, when a 
mixture of benzylazide and phenylacetylene (1 mmol each, 0.5 M solutions In 
acetonitrile) was stirred with Cul (5 mol%) and 2,6-lutldlne (1mmol) at room 
temperature, 1-benzyl-4-phenyl-1,2,3"triazole Is fomned In 86% yield after 4 
hours. 




PAGE 7/7'llCVDAT5/2Q007 9:01:42PM [Eastern Daylight Ti^^^ 



